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Alerting Abstract SU Al 

S-derivs. of 5-amino-6-mercaptopyrimidine of formula (I) are new. In (I), 
R = methoxy or dimethylamino group. 

(I) are obtd. by reacting the corresp. 5-amino-6-mercaptopyrimidine 
deriv. (Ill) with 4-benzylpiperazine-5-nitro-6-chlorpyrimidine (IV) in 
lower alcohol, in the presence of equimolar amount of alkali, at room temp 
(I) have m.pt. of 155-171 deg. and represent stable yellow crystals weakly 
soluble in alcohols, benzene, toluene, ethyl acetate and acetone, insol. in 
water. 

USE/ADVANTAGE - In medicine. (I) have higher antitumour and cytostatic 
activities than the known derivs. of formula (II) where R is methoxy and R' 
is dimethylamino group or both are methoxy. 
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H3o6peieMne othocwtca k CMHT83y hobux 
coewHenm s-nponaBOAHux 5-aMHHO-6-Mep- 
KanTonnpnMMAHHa. o6/iaAatotuMx npoTwao* 
onyxOiieBUM vt UHTOCTaiXHecKMM AeftCTBueM, 
KOTOpue MoryT Hawm npuMeHeHwe b MeAMiiu- 
,He. 

HaufkMiee Qnmmna CTpyiaypHbiMM aHa- 

/lOraMM 3TMX COeAMHeMHS flBAfllOTCA npoH3- 
BOAHWe 5-aMMHO : 6-MepKanTOnMpHMMAMH3 

o6me& 4>opMyflbi 

R 

^NH 2 NO, 
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rAe.R HMeeT yxaaaHHue 3Ha<4eHtui. 

c 4-6eH 3onnnMne pa3M HO-5-HHTpo-6-xno pn m- 

PMMMAHHOM ifOpMy/IU 3 




■ $$$ 




rAe R 03H3MaeT mctokcm-, R -AMMe™/>aM«Hor- 
pynny(A) mam R m R' KaxcAuft o3H3MaeT Meroic- 
cnrpynny(B). . * ■. 

flpw M3yMeHMM 6wo/iorimecicMx cbomctb 
3TMX coeAHHeHiiA. ycTaHOB/ieHO, tto ohm npo- 
HB/tHioT oTHocMTe/it>HO c/ia6oe umtoct3tmh6~ 
ckoe AeAcTBHe m ho 06/iaaaior 

npoiMBOOnyxO/ieBbIMM GBOflCTBaMM. 

Ue/ib M3o6pereHMfi - pacuiupeHue apce- 
nana cpeflCTB bosabActbmr Ha xmboA opra- 
HM3M, 06/iaAaioinMx y/iymueHHUMM, a Tfixwe 

HOBWMM 6KtOnOrt1>ieCKMMM CBOflCTB8MM, a 

mmbhho UMTOCTaTVoecKMM h tippTMBOonyxojie- 

BblM AeMCTBMeM C00TB6TCTB6HH0. 

riocTaBneHR3« ue/ib AocrtiraeTcs onucu- 

BaeMUMM S-lipOM3B0AHUMM 5~3MMHO-6-Mep- 

KanTonnpwMHAHHa o6meft (popMynu 1 

R nQn-coc 6 h 5 

N 

r AC R 03HawaeT MeTotccurpynny (a) mam A"Me- 
TH/iawMHorpynny (6). 

CoeAMHeuMB o6naAaiOT npoTMBOOnyxone- 

BMM M UMTOCTaTMMeCKMM Ae&CTBWBM. 

CoeAnneHMfl <t>opMynu o5uieft<popMynu 1 
npeACTaBnnioT co6ofl ycTOttMUBwe xpwcTa/i/in- 
secKMe aeiuecTBa xeiiroro ueeTa, aia6opacT- 
BopwMwe b cnupTax acfcwpa, 6en3one,Tonyo/ie, 
aTMiiaUeTaTe, aijeTOHe, MepacTBop*iMwe & bo- 
Ae.T.nn. 155-171° C. 

CnocoS nony<ieHMfl 3asa/i5ieMux co€amh&- 
hh(i ocHOB.aH Ha n3BecTHoft peaxuviM 

a/IKMilUpOBaHMfl np0M3B0AHWX 5-8MM- 

HO-6-MepKanTonHpMMMAMHa a npMcyr- 

CT&MM U(e/IOMM. 

CoeflMHeHMB o6meu 4>opMy/iu 1 nonyMawT 
B3aviMOAeMCTBMeM cooTBeTCTBytoutero npona- 
BOAHoro 5-aMMHo-6-MepKanTonnpMMMAMHa 
o6me& $opMy/iu 2 



b cpeAe HMatuero cnupja b npucyrcTBUM skbm- 

20 h3thoA TeMnepaType. 

n p » m e p 1. no/iyneHne 4-m&tokcm-5- 
aMHH6-6-{4 ^eHaowinMuepaaMHo-S 1 -mrpo- 

nMpMMHAM/l-67TMOnMpMMMAMHa(1a). 

KcMecw 2,2 r(6,2 MM0iib)4-6eH30Mnnwne- 
25 pa3HHO-5-HMTpo-6 xnopnupHMMAMHa b 30 Ma 
MeTano/ia fipn6aB/tjiioT pacTeop 1 *r (6,2 
MMpnb) 4-MeToxcM-5-aMMHo-6-MepKanTonnpw- 
MMAMHa b 15 Mn MeTaHona. coAepxauaero 0,35 
■ r (6.2 MMo/ib) eAKoro tanu. CMecb nepeMeiux- 
30 aatOT 3 m, sunaBuinA ocaAOK OT<t>M/ibTpoBbiBa- 

•OT M npOMUBaiOT BOAOCt. 

nd/iynaiOT 2.85 r (96%) 4-MeTOKCM-5-aMM- 
Hp-6 r -(4 -j&eHaoMnnvfnepaaiiHO-S 1 -HMTpontipM- 
_ mmam/i-6 . )tmo nnpnMMAMM3 b BMfle xe/iToro 
35 KpucTa/inwMecKdro nopoiuxa. T.nn.i 169-171° C 
. (m3 aTaHoaa). 

Ha«AeHo. %: C 51.42; H 4.9; N 24.31; S 
6,53. 

C20H20N8O4S. 
4 Q BbiMMcyieHO, %: C 51,27; H 4.30; N 23.9: 
S 6,88. 

MK cnexTp.v .cm" 1 : 3320, 3460 (NH2), 
n p m m e p 2; no^yneHHe 4-AMMeTM/iaMM- 
HO-5-aMMHO-6-{4 -6eH30M/intinepa3MHO-5' - 

45 HMTponMpi4MMAM/l-6')TMOnMpMMHAMHa(16). 

B ycflOBMsx npMMepa 1 m 0,97 r (5.7 
MMo/ib) 4-AWMeTMnaMMHo-5-aMMHO-6-MepKan- 
TonnpnMMAMHa m 1.99 r (5,7 MMonb) 4-6eH3o- 
M/innnepa3MHo-5-HHTpo-6-x/iopnnpMMMAMHa 
50 noiiyMaioT 2,34 r (85%) 4-AMMeTnnaMMHO-5- 
aMMHO-6-(4 -6eH30M7inMnepa3MH0-5' -hmtpo- 

nHpMMHAM/l-6 )TM0nnpMMMflKH3 B BMfle 

JKenroro KpucTa/i/ii/mecxoro nopouiKa. r.nn. 
155-157° C (w3 3TM/iauefaTa). 
55 KaMAeHo. %: C 52,16: H 4.59: N 25 96- S 
6.37. 

C21H23N9O3S. 

Bu4wc/ieH0, %: C52.3: H 4.81: N 26 08- S 

6.6. 
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MK-cneKTp. v. cm' 1 : 3200. 3280. 3390 obnanam HexoTopofl M36npaTenbHOCTkto 
(NH2). flertCTBiw hs onyxo/iesyK) TxaHb. 

MccweAOBaHMe 6Monorw««ecxqR armBHO- . npoTMBOonyxoneBy«o axTMBHocTb coeaw- 
ctm. HeHMvtp6u(.e(t<^opMy/iu 1 H3y*anM b onbnax In 

. 5 vivo Ha 316 rpwcax m Mbiwax c nepeeMaaemtt- 

UnTOCTaTMMecicoe AeftCTBMe aasB/ieHHux mm onyxo/inMM: c capxoMoft 1/leHceHa, capxo- 
coeanHeHMf* M3yHajin In vitro b nepawuiux mow M-l xpuc m capxoMoft 180 Muiuett. 
xynbTypaxxopManbHOft (cepAie xypwHoro 3M- Jfyia cpaBHmenbHoa oueHXM n3MeHeHnn 

6ptw)Ha) m onyxo/ieBoa (capxoMa 45) TxaHeft. Beca onyxonn (T. %) xcmbothux Ziehen hoP» 
OusHxy AeAcTBMii coeAMHeHMft npoM3BOA»i/in 10 rpynnu no cpaBHeHHio c kohtpoai>hoA aaaBaa- 
rtocae 72- mam 96-m sacoeoA MWKy6ai4MM c Be- eMwe coewmetwa bboamjih per os b bmab cyc- 
mecTBOM npM 37° C. Wha©xc topmoxcchmh pp- neHaviH b noAco/mexHOM Macna 1 pea b AeHb 
CTa KyabTyp buhmc/ich no m386Cthoh . b TeneHwe 8 Ane«. 

Men>AMxe. CpaBHHTenbHbie peay/ibfaTw HcweAoaa- 

15 HMn npoTMBOonyxoaeBPA axTMBHOCTM m fOK- 

CpaBHHTenbHue AaHHbie MccaeAosaHHii cmihoctm npeA/taraeMbix m M3BecTHux 
UMTOCTaTMMecxoro AefteTBMfl npeAnarasMux m coeAMHeHMft npwseAeHH a Ta6/t.2. 
M3BecTMux coeAMHeHMA npeACTas/ieHu a Kax bmqko M3 Ta6ft.2, co€amhbhmii,18 m 16 

TaBn.l. b T6paneBTM*t6cicoA Aoae topmo3«t pocreap- 

Kax bmaho M3 axcnepHMewraabHux ash- 20 komu M-1 Ha 38-65%, a cpeAMHeHvie la tod- 
hux. npeACTaBaeHHbuc b Ta€n.1. coeAMHeMMR mosmt pocf capxoMu 180 na 25%. Hto 
1a m 16, cbeAMHeHMB Ian 16b KQHtteHTpatpm xacaeTcn CTpyrrypHwx aHanoroB - coBflMHe- 
1 • 10">m 5 * 10" 4 mt/m/i noAaenntOT ppcT Hop-* hmh A m 5, - to npw Mcc/ieAOBaHMH b Tex xe 
MaibHoA TxaHM Ha 80-100%, a onyxo/ieBOfl - yc/iOBwnx y hmx npoTMBOonyxoneBasi arma- 
na 100%, b KomjeHTpauMM t • 10 Mr/MJioHw 25 HocTb He ooHapyxeHa. 
BU3UBaioT yMepeHHoe TopMoxceHue Tom>KO OueHKaTOKCMwecKoroAeftCTBMBCoeAMHe- 
oriyxoaeBOATKaHti, bto BpeMfl RaKHSBecTuue HKrto6me»$opMyniii I. 
coeAMHeHMH A i* 6 oxaawBaiOT UHTOCTanwe- . Kax bmaho msriaHHux iaGn.2, 3anBnneMue 
cxpe fleRCTBvte Ha poct HopManbHofl.if onyxo- . coeAvmeHMsi He tokcmmhu. /rera/tbHaa aosb, 
aeBoftrxaHefl JiMiubBBucoKoDKOHttempauuM. 30 BU3faiBa»u)aii rn6e7ib 100% xmbothux 

TaxMM o6pa30M, unrocTBTMHecKoe AeCteT- (/1Aioo)< npn QAHOxparHOM saeAeHMM > 500 
one aanBnireMux coeftiiHeHMft 3H3MMTeflbH0 miter. 

Buiue. MeM y M3BecrHux cTpyrrypHux aHano- (56) ABTopcxoecBMA6Te/ibCT80 CCCP 
roB A h 6. h, xpoMe Toro. coeAMHeHun fa h 16 ft 550829, hi. C 07 D 513/14, 1976. 
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c&PpMyna «306peT.H»» W R - M6TOKCH-. AMMeTHnaMHHorpynna. 

S-npoM3BOAHue 5-aMMHo-$-MepKantotiM- oGmi&kww npoTMBOonyxoneBUM m umto- 
PMMMAMHa oOuiefl «)>opMynu ctaTMMecptMM Ae(lCTBneM. 
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